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AB Title compds. (I; Q = CH, CF, CC1, N; Y = H, NH2 ; R = alkyl, allyl, 

PhCH2), were prepd. Thus, (+) -7- ( 4-aminomethyl-4-methyl-3-oxopyrrolidin-l- 
yl) -l-cyclopropyl-6-f luoro-4-oxo-l, 4-dihydro-l, 8-naphthyridine-3- 
carboxylic acid hydrochloride (prepn. given) was stirred with 
methoxylamine hydrochloride in pyridine for 4 h to give 97.5% 
(-) -7- (4-aminomethyl-4-methyl-3- (Z) -methoxyiminopyrrolidin-l-yl) -1- 
cyclopropyl-6-f luoro-4-oxo-l, 4-dihydro-l, 8-naphthyridine-3-carboxylic acid 
hydrochloride. This showed a min. inhibitory concn. of 0.025 .mu.g/mL 
against Streptococcus pyogenes 308A. 

IT 309762-48-9P 309762-49-0P 309762-50-3P 
309762-51-4P 309762-52-5P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(prepn. of optically active 7- (pyrrolidin-l-yl) quinolinecarboxylates 
and -naphthyridinecarboxylates as antibacterials) 
RN 309762-48-9 CA 

CN 1, 8-Naphthyridine-3-carboxylic acid, 7- [ (4Z) -3- (aminomethyl ) -4- 
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(methoxyimino) -3-methyl-l-pyrrolidinyl] -l-cyclopropyl-6-f luoro-1 , 4-dihydro 
4-oxo-, monohydrochloride, (-)- (9CI) (CA INDEX NAME) 

Rotation (-) . 

Double bond geometry as shown. 



OMe 




0 



• HC1 

RN 309762-49-0 CA 

CN 1, 8-Naphthyridine-3-carboxylic acid, 7- [ (4Z) -3- (aminomethyl ) -4- 

(ethoxyimino) -3-methyl-l-pyrrolidinyl] -l-cyclopropyl-6-f luoro-1, 4-dihydro- 
4-oxo-, monohydrochloride, (+)- (9CI) (CA INDEX NAME) 

Rotation ( + ) . 

Double bond geometry as shown. 



OEt 




0 



• HC1 

RN 309762-50-3 CA 

CN 1, 8-Naphthyridine-3-carboxylic acid, 7- [ (4Z) -3- (aminomethyl) -4 - [ (1, 1- 

dimethylethoxy) imino] -3-methyl-l-pyrrolidinyl] -l-cyclopropyl-6-f luoro-1, 4- 
dihydro-4-oxo-, monohydrochloride, (+)- (9CI) (CA INDEX NAME) 

Rotation ( + ) . 

Double bond geometry as shown. 
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RN 309762-51-4 CA 

CN l,8-Naphthyridine-3-carboxylic acid, 7- [ ( 4 Z ) -3- ( aminomethyl ) -3-methyl-4 - 

[ (phenylmethoxy) xmino] : l-pyrrolidinyl ] -l-cyclopropyl-6-f luoro-1, 4-dihydro- 
4-oxo-, monohydrochloride, ( + )- (9CI) (CA INDEX NAME) Y 

Rotation ( + ) . 

Double bond geometry as shown. 
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RN 309762-52-5 CA 

CN 1, 8-Naphthyridine-3-carboxylic acid, 7- [ (4Z) -3- (aminomethyl ) -3-methyl-4- 

[ (2-propenyloxy) imino] -1-pyrrolidinyl] -l-cyclo P ropyl-6-f luoro-1 , 4-dihydro- 
4-oxo-, monohydrochloride, (+)- (9CI) (CA INDEX NAME) 

Rotation (+) . 

Double bond geometry as shown. 
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FILE SEGMENT: GRANTED 
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NUMBER OF CLAIMS: 8 
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NUMBER OF DRAWINGS: 0 Drawing Figure (s) ; 0 Drawing Page(s) 

LINE COUNT: 1332 

CAS INDEXING IS AVAILABLE FOR THIS PATENT . 

AB The present invention relates to optically active quinoline carboxylic 

acid derivatives, their pharmaceutically acceptable salts, their 
solvates, and a process for the preparation thereof. More specifically, 
the present invention relates to optically active quinoline carboxylic 
acid derivatives containing 4-aminomethyl-4-methyl-3- ( Z) - 
alkoxyirninopyrrolidine substituents causing optical .activity at the 
7-position of the quinolone nuclei. As the compounds of the present 
invention have superior antibacterial activity and pharmacokinetic 
profiles to their enantiomers, their racemates and conventional 
antibacterial agents, with nearly no phototoxicity, the compounds of 
this invention are useful for antibacterial agents. 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
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AB Title compds. (I; Q = CH, CF, CC1, N; Y = H, NH2; R - alkyl, allyl, 

PhCH2), were prepd. Thus, (+ ) -7- { 4-aminomethyl-4-methyl-3-oxopyrrolidin-l- 
yl) -l-cyclopropyl-6-f luoro-4-oxo-l, 4-dihydro-l , 8-naphthyridine-3- 
carboxylic acid hydrochloride (prepn. given) was stirred with 
me thoxyl amine hydrochloride in pyridine for 4 h to give 97.5% 
(-) -7- (4-aminomethyl-4-methyl-3- ( Z) -methoxyiminopyrrolidin-l-yl) -1- 
cyclopropyl-6-fluoro-4-oxo-l, 4-dihydro-l, 8-naphthyridine-3-carboxylic acid 
hydrochloride. This showed a min. inhibitory concn. of 0.025 .mu.g/mL 
against Streptococcus pyogenes 308A. 

MSTR 1 




GI = N 

MPL: claim 1 

REFERENCE COUNT: 2 THERE ARE 2 CITED REFERENCES AVAILABLE FOR THIS 
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* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB The title compds . [I; Rl, R2 = H, (un) substituted Cl-6 alkyl, etc.; R3-R5 
= H, OH, halo, CONH2, Cl-6 alkyl, etc.; R6-R9 - H, Cl-6 alkyl; R10 - Cl-6 
alkyl, C2-6 alkenyl, etc.; Rll = H, Cl-6 alkylthio, etc.; R12 = H, OH, 
NH2, Cl-6 alkyl, C2-6 alkenyl, etc.; Al = CX2; X2 - H, NH2, halo, 
halomethyl, etc.] are prepd. as bactericides. Thus, quinoline deriv. (II) 
(prepn. given) was reacted with pyrrolidine deriv. (Ill) (prepn. given) in 
the presence of Et3N and then treated with citric acid to give the title 
compd. (IV). IV showed MIC of .ltoreq. 0.003 .mu.g/mL when tested on S. 
aureus, 209P. 

MSTR 1 



Gl — C^/\^G10 



G3 G5 



G8 



G3 = CONH2 

G5 = 16 



=N— G7 



G7 = OH 

G10 = 44 
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G14 0 

Gl^^J^I^ 

Gil 

Gil = cyclopropyl (SR (1-) G24) 

G13 = X 

G17 - N 

G19 - OH 

DER: and salts 

MPL: claim 1 
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